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fj-f-fzjvm, *m. mammm c/d^jh*^) , mam, sk 
15 m. K&zmmzti, mntotfcitimu&uz&$atiz a 

•CtAlBSOO. I~2 0 0mgff*l<li0. 5~50mg, 
^■e^AlBSfc^O. 0 I~l 0 Omgff$K liO. 1-lOmg 
25 !IlT*£Wi2~40|C5H*TiS:4-rSo 
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10 



15 



(**«)• 

MSIiWSX^^ h/U, mpttStA, Ana l. teTC&tfflrMRtf 

1 



(S) - 2 -7x-;l/- 2 - ?J\/* #;!/>}?.=. ;i/T 
N. N-^>f;V7H?h7; K 1 0. 0 gOSKxf;V2 0 Om 1 

tcL^o ftkft£tt£ffc, (S) - 2 - 7i^- 2 

-7$;-N, -N-i?^7*h7§ K5. 5 6 g£f#fc 0 CI © 

MS (FAB) : 1 7 9 (M + + 1) 

IR (KB r) cm" 1 : 3488, 1642 

'HNMR (CDC1 S . TMSrtSP^m) 

5:2. 0 4 (2H, s) . 2. 8 5 (3H, s) , 

2. 99 (3H, s) . 4. 72 (1H, s) , 

7. 3 3 (5 H, s) 
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a 



xxxx 



CI 



OH 



H 



10 



15 



20 



h i;jc^;1/T5 >7. 0 8g&Cf3, V >1 1. 

3gOi?^an^>10 Oral» - 1 O'CKT h VJf-JW 
DDi/5V8. 9mUITbT3 0^im - 1 0 °CT';< Jl/ K 

;l/*7A^n?h/57-f - (^ddW//^;-^ 10/ 
1) {crm^-r-S-iJCi^N- (3, 4-** 007*^/1/) # 

1 H NMR (DMS0-d 6 , TMSflSl^ig) 

5:3. 3 8 (2H, s) . 7. 3 5-7. 6 5 (2H, m) . 
7. 9 8 (1 H, d, J = 2 H z ) , 
10. 42 (1H, s). 12. 70 (1H. brs) 

##0J3 



5K5. 34 g, N — (3, 4-?^BD7xiA') 

&S&8. ngSCFl-tKo^^^'/h'JTy-^M. 45g 

0^^pp^y2 0 Om 1 Ttf^f-- 5°C{CTN, N' -i>S/*o 




(S) 
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20 



loo/i) Kxmmtz chic^t) (s) - 

N- (3, 4 - o D7 x-;U) -N' - (1-7 x-;U- 2 - 
#*7- 2 - ^W; y) xf;l/?D>7; Kl 1. 3 5g^ 

MS (FAB) : 4 0 8. 4 1 0 (M + + 1) 

IR(KBr) cm" 1 : 3320, 1 6 4 8, 1 5 9 6. 1 5 3 2, 



'HNMR(CDCl3, TM S rtSBtUg) 

d : 2. 9 1 (3H, s), 2. 99 (3H, s), 
3.3 7 (2H. dd, J = 2 7, 1 7Hz) . 
5. 83 (1H, d, J = 7Hz), 
7. 2 5 - 7. 4 0 (7 H, m) , 
7. 7 7 (1 H, d, J = 2 H z ) , 
7. 95 (1H, d, J = 7Hz), 
9. 9 5 ( 1 H, s) 



1M^7>-THFM1 OOmllC (S) - N - (3, 4 - S? 



3T0J4 
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^D7i-;t/) — n' - (i -7x-;i/- 2 -**v- 2 -it* 

ffrTZ J) x'f;l/7n>7i K5. 0 0g^MT7. 5 B#figfln 
il^bfc 0 /PS-frS 5ml £flnx.T3 0£«&MLfcm, 
^ig®3 5 in 1 £#D;LT3 0 ^MSSe bfco 

igS&bfco ^i"J*W5A^n7[«^77>f- Won* 
W^^;-^=20/l) Tif&SSbT (S) — N — (3, 4- 
■^on7i^) -N' - ( 1 -7x — ;U- 2 - i?t =f-)VT I J 
10 ^d/n">^7;V3. 0 5 g£3ffeift LXUfco d 

MS (FAB) : 3 6 6, 3 6 8 (M + +l) 
IR (Neat) cnr I :3 448, 3 3 28, 1 6 0 4, 1 5 0 0, 
15 1476,1350,1154 
l HNMR (CDC 1 3, TMSftMfip) 
8:1. 6-2. 3 (2H, m) , 

1. 9 9 (1 H. b r s) . 

2. 2 8 (6 H, s) , 

20 2. 4-2. 7 (2 H, m) , 

3. 0-3. 2 (2H, m) , 

3. 5-3. 8 (2H, m) , 4. 5 4 (1 H. b r s) , 
6. 37 (1H, dd, J = 9, 2Hz), 

6. 6 0 (1 H, d, J = 3 H z) , 
25 7. 1 4 ( 1 H, d. J =9 H z) . 

7. 2-7. 4 ( 1 H, m) , 
7. 3 1 (5H, s) 
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° 

5 jkMitj'bVVl* (6 0%) 0. 7 1 g©N, N-^^^;l/^;i/ 
AT 5 K5 0m 1 SflBftlz 1 - (5 -^>77 5-;l/) - 2 
VA'-^^KntiJ;i?>3. 2 5 g£*D*4 StJfcTl. 5 ftffl 
gf#Ufc&, a- ( 1 - h'n y /<> j?;i/^ DT 

-Y K4. 5 3g©N. N-^^f-;l/^/PA7 5 Kl Oml M£3 0 
10 aTHTUfc. MKT2. 5R$|H!tt&ft£fttt$*McifiK&tf, 

- (5 -Ky^/y v-JV) -2-**y-3- [2-**y-l- 
15 7x-;P-2 - ( 1 - h°D V V—JV) xfjl/] /<-/N-flb fcfi; a 

>3. 2 3 gZM&mviyitbxUfZo C®feO®aft¥ftttftli 
^T©t*50T*5o 

MS (FAB): 404 (M + +1) 
20 3 3 3,3 0 5 

I R (Neat) cm" 1 : 

1636, 1438. 1206 
•HNMR (CDC1 3 , TMSflgBgfip) 
8 : 1. 7 0 - 1. 9 5 (5 H, m) , 
25 2. 1 3 - 2. 1 9 ( 1 H, m) , 

2. 87-3. 02 (2 H, m), 

3. 46-3. 85 (6 H, m) , 6. 50 (1H, s), 
6. 73 (1H. s) , 7. 2 2 - 7. 6 2 (9 H, m) 
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cj^y^ nh/v ^^ nh- ^3~ n ° 2 



5 ( S ) - a - (i-fc'DiJ^;l/*;^-;l') ^>v?;l/T$>6. 

9 0 gREKN- (4 hn7 x~;U) 7^ K7. 4 0 g 

£5 0ml © h;l/i>*. 1 15"CT-iiflil/fco KfSMSK 

D*;l/A/^ *y-Jl/=4 9/1) IZXmWltZ Z.tK£t) (S) 
10 — l-#*7-N- (4--hn7 3L-)V) - N' - [a- (1- 
tfcr j; s?— -1, 3-^d^>?7;> 
10. 0 2 g&Hftyt&fttJikTflfco :0fe©0lftffl«lttttli 

15 MS (FAB) : 397 (M* + 1 ) , 2 9 8 
'HNMR (CDC I3, TMSI^SP^IP) 
6 : 1. 73-1. 96 (4 H. m). 
2. 5 1-2. 69 (2 H. m) , 

2. 80 (1H. brs). 

20 2. 88-3. 12(3 H, m). 

3. 44-3. 62 (3H, m) , 4. 44 (1H. s), 
7.3 3 - 7. 4 4 (5 H. m) , 

7. 67 (2H, d, J = 8. 8 Hz), 

8. 13 (2 H, d t J = 9. 3Hz), 
25 1 1. 4 1 (1 H, s) 
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W« 7 

o 

C/^^NH^^NH-^- N0 2 

5 1 V-THFM 8 0 m 1IC (S) -l-tf*7-N- (4 

h n7 x-;U) -N' - [a- (1 - tfn «J 9=.frfjA,#z.AS) 
"s>*/l/] -1, 3-yoA'>^7;>8..7Og0fh7bKP 
7 5 > 6 0 m 1 fgjlK^SlCT 3 0 jjTlT bfc«, 6 B#|M?$&jI 
Sbfc. K^Seic^ 100ml £Sn;LT l mmimMMffi b 

10 1 N-mm 1 0 Om 1 &ADX.£ £K 1 I^P^AD^S^Lfco & 

15 4 9/ 1 ) CT»»-T«Ci:luJ:0 (S) -N- (4--hD7x 
-N' - [1 -7x-;i/ - 2- (l-ta»;j?i;l/) xf;i/] 
-1, 3-7 , d^>J?7;>7. 0 5 g*Jt'fe»««fi:UTlifc 0 

c © t> © © s jfc^tt a ei t © £ -e * s o 

20 MS (FAB) : 3 6 9 (M + +l), 174 
'HNMR (CDC1 3 , TMSrtSP^Ip) 
5:1. 72-1. 86 (6 H, m), 

3. 00 (1H, dd, J = 12, 2, 3. 4Hz), 

2. 42-2. 92 (9 H, m), 
25 3.12 — 3. 35 (2H, m), 

3. 68 (1H, dd, J = 1 2. 4, 3. 4Hz) 

5. 9 8 ( 1 H. brs), 

6. 4 5 (2H, d, J = 9. 3Hz) , 
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7. 2 1-7. 35 (5 H, m) , 

8. 0 5 (2H, d, J = 8. 8Hz) 

iMTM 8 

,N0 2 



O 



CT 



8HSI&3 0. 0 gfcgfiTSiBSM. 5ml£jgTbg&-Cl!$ 

mmw\^fz 0 #&nfc»»**^T (s) -a- d-toy^ 

^>^I/7;V12. 1 g©2!5iitS£ 6 0 . OgM 

^^;-;i/=40/D 5££f;:<k*) (S) -3 --ho 

15 -a- (l-HoU $?^^^;PtK-;1/) <y *;P7 5^6. 4 1 g 

MS (FAB) : 2 5 0 (M + + 1) 
20 IR (Neat) cm"': 

3400. 1644, 1534. 
1 4 4 8, 1 3 5 4 
1 H NMR (CDC1 3 . TMSrtMtlp) 
5 : 1. 7 6-2. 0 4 (4H, m) , 
25 2. 6 0 (2 H. b r s) , 

3. 05-3. 12(1 H, m), 
3. 4 0 - 3. 5 2 (1 H, m) . 
3. 5 3-3. 6 4 (2H, m) , 4. 78 (1H, brs) . 
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20 



7. 55 (1H, t. J = 7. 9Hz) . 

7. 7 7 C1H, d, J = 7. 3 Hz) , 

8. 16 (1H, d, J = 7. 9Hz) .* 
8. 2 5 (1 H, d, J = 1 . 2 H z) 



•%M9 



o 

HO 



&7k3'^®5. 0 0 g, 3, 4 - PP7-'J >8. 0 0 g. 
10 l/VKl«©^>-lf>60ml»»*3>#|HIJ!lD«l»*l/y!: o U 

2»RO f ^>-tf>5 0ml S&IES. 5 BtfSflD&jIM Lfc 

ft. *rtiiL;fc*£g£iMKU N- (3, 4-^qn7i-;i/) * 

15 3fc3*Wtttt 

MS (EI) : 261,263 (M*) 
IR (Neat) (KB r) cm" : 

3308, 1708, 1668 

il^S^X^i' (DMSO-dg, TMSftSP^ip) 
5:2. 5 6 (4 H, s) , 

7. 2 6 - 8. 0 0 (3 H, m) , 

10. 24 (1H, brs), 

11. 5 (1 H. brs) 



25 



WO 93/03011 



30 



PCT/JP92/00993 



1 o 




0 



•NH' 



CI 



0 



CI 



5 



(S) -a- (1 -h e D 'J V-jV-ftfrtf-fr) ^>«W;>6. 



1 3 g, N — (3, 4-?^do7x-;I/) X^->V7 5 FB88. 
6 5g, l-tK0 4 1 MvXh l J7 , /-;H. 45gOv?^nn 
j**:/2 0 0m 1 igt&fcfc&TN. N' -P^O'S+S'^a/H? 

n^A/^y-;i/=5o/i) -cmsa-rscttcg: o. (s) 

15 - N - (3, 4-i?^on7x-;l/) -N' - [a- (1-bfntf 
i?^;i/^;l/^ji;l/) **S/y7s Fl 0. 5 g£#tftfe 

MS (FAB) : 4 4 9 
20 I R (N e a t ) cm**: 

343 2, 332 0. 1634 
159 4, 153 2, 1478 
1 H NMR (TMSWW) 
5: I. 7 3- 1. 9 3 (4H, m) , 
25 2. 5 5 - 2. 7 5 (4H, m) . 



3. 00-3. 07 (1 H, m). 
3. 3 7 - 3. 5 8 (3 H, m) , 
5. 6 9 (1H, d, J = 6. 8Hz), 



WO 93/0301 1 PCT/JP92/00993 

31 

7. 2 2 - 7. 4 0 (7 H, m) , 
7. 4 8 (1 H, d. J = 6. 8H z) , 
9. 20 (1H, brs) 
1 1 



5 




1 M#7>-TKF®fc lOOmll: (S) -N- (3, A -'J 
tvuy^-jv) -N' - [a- ( 1 - fcTn U S?-/U*^iK-^) 
10 X*^7S K5. S9g«MT8HmAlMttL^. 

KiSJUlc^^y-ZI/S 5ml ^Jn^Tll^FttiliiML^:^. ft« 
K 3 5 m 1 £in;LT 1 &#IS)JlD$l3i8IE Lfc 0 fc&fc&EE T»*l&, I N 

7*- (^np*4/A/^;-;p=2 0/i) TUtSi!^ « d £ c 
«k0 (S) -N- (3, 4-i?^D07i-;U) - N' - [1-7 
x-;p-2- ( l - fn r; s>-AO x^;U] - l , 4-7*>s?7 

MS (FAB): 4 0 6. 4 0 8 (M + + 1 ) 
I R (Neat) cm" 1 : 

3448, 3324, 1608, 

25 1476,1324,1134 
"HNMR (CDC1,, TMSrtSP^lp) 
6:1. 52 — 1, 73 (4H, m) , 
1 . 7 5 - 1. 8 5 (4 H, m) , 
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2. 28 (1H, dd, J=12. 0. 3. 2 Hz). 
2. 4 2 - 2. 5 8 (4H. m) . 
2. 5 9 -2. 6 8 (2H, m) 
2. 85 (1H, t. J = 1 1 . 5Hz), 
2. 9 6 - 3. 0 7 (2H, m) , 
5 3. 68-3. 74 (1 H, m), 

6. 38 (1H. dd, J = 8. 8, 2. 9Hz), 

6. 6 1 (1 H, d, J = 2. 9 H z) , 

7. 14 (1H, d, J = 8. 8Hz) . 
7. 2 3 - 7. 3 8 (5 H, m) 

io nmm i 

(S) - 1 - C (2-^f-;UT I/- 2-7jl-JV) ^?JU] fcf 
□ Di?l/1. 5 0 g-BL&JVtjri/Tym 2-^PD7x-/H. 
SOgtlSmlOl, i-^^PBi^t, MKT— 

15 74 - (^nn*;l/A/^^y-;U=4 9/1) irT^Sli-rSCli: 
(S) -1- (2 - ?no7x^) - 3 3 - 

[1 -7x-^- 2 - (l-trn'J>?-/U) ^*^&1. 

8 8 g Lxmfz 0 

(S) - 1 - (2 -?OD7x— ;u) -3-^^;i/-3- [ 1 - 
20 7 x-;P- 2 - ( 1 - M n U '7-/10 *f-*Vk% 1 . 88g 

*4N-tt*t**-R»**;l/i£«2ml ^Sl/fcE 
IS**ai^y-^-^x^x— r/vfr&?*l£^-£ (S) 
-1- (2 -^nn7xx;l/) -3-^f-;P-3- [l-7x— /t/ 
- 2 - ( 1 - £p U *7x/l/) xf;l/] • 1 . 9 0 g 

Hfife0J2 

1 KIEftOW Vfti/7>i 2-^pn7t^©ftt) 
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mzmmbx cs> - 1 - (4 - ^d7i^) -z-h-jv- 
3- [1-7x^-2 - (i - fn u it^jv) x^;i/] ?*mm' 

5 %mm 3 

mzt&mLT, cs) - 1 3 - (4-^;i/7i-;i/) 

- 1 - [ 1 -7 2 - ( l - h°n V V—fr) 

nmm 4 

nmm 1 icieio^yft->7^ 2-^071^©^ 

15 JifcMOT (S) -1- (4-7'Dt7z-;l/) - 3 - > 

3 - [1-7 x-;i/- 2 - ( 1 - en u ?-;i>) x?-;i/] . 
&®i££'f§fco -©t>©©ft¥®&xtRtttItt^ft&tt(*T^©<i: 

5 

mzmrnvx cs) -1- o-^pd 7 x-ao - 3 - ^ 

3- [1-7x^-2 - ( 1 - h°n U 
25 *?t)-C*So 
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mmm 6 

y> ic-r yftfTvi 4 - / h^^7 x-^^ffl^x^jg^j 1 £ 

Pltifc&JSl/T (S> - 1 - (4-^ h^«>7x-;P) " 3 -y f- 
;l/-3- [ 1 -7i-ih 2 - (I-KpU^-ZU) if^] 

Ofc-f vf-t^rvK 4- - hn7x-;i/£JB^THl&0!l l £PI 

10 illllbt (S) - 1 3 - (4--hd7x^) - 

1 - [ (1 -7x^-2- (1 - fc?o «; xf;i/] =f-*W. 

fgftffl 8 

15 HJfeM 1 KIEiS©^ Vft->7>8 2-*PP7x— /UOftfc 

gut (S) -i-^f-^-3- (i-^7f-;i/) -1- [1-7 
20 HlfeM 9 

HflSM I itiZm® 4Vf"**sT % sJk 2 - * P P 7 x ~JV<Dftt> 

g izj vf-t^r>U 4 -7/M-P7 x-;i/£JB^T^SIs0iJ 1 £ 
RfiHcjaSl/T (S) - l - (4-7;i/tn7xi;i/) - 3 -> 
3 - [l-7x-/l/-2- (1 - tfP U *7-;U) i^^] * 

1 0 t 
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viz* v?*i/T>m 7 *-ji"£m^Tmmm i tmrnKmrnb 

X (S) - 1 -y 3-7 *.-){>- 1 - [1 -7x-;l/-2- 

1 1 

i tmrn^mmbx (s) - 1 - (3, 4-«^Wx-^ - 

3 - ^ f- ;u - 3 - [ l -7 x— 2 - (l-h'D'j s?-;t/) xf 

10 tx^liT^cD(h*J^-C*5o 
1 2 

1 \ZBM<D<<V?*i'7>m 2 - * DD7 x-/U©ftfr 
tJlC-C 7^^*>7>K 4^f;I/7ii^l>T ( X. (S) 
- 1 - [ (2 - ^ f-;V7 U-2 - 7x-il/) xf;t/] tf n U ^ > 
15 Oftt>0l= (S ) - N, N, N'-MJ^f^-2-7x-;l/x^ 

>j?7s >zm^xmmmi tmmizbxmmisx. (s) -i- 

(2-i?^;i/7; J - l -7i-;nf;W - l -/ ?j\,-3 - 

20 gffiffl 1 3 

a) (S) -1- [ (2-yW;;-2-7x-;l/) xf;V] 
hfnU^yO. 6 1 gRC^-r V?* { s7>Wt 3, 4 - ^ 5 1 U 
>^+v'7x-;l/0. 55g*l, 1. 2, 2-f h5^a 

25 «u ^&n^Sig*s/y*y;i/*5A^o-7h^7-f - 

un*/l>A/V*y-;l>=4 9/1) S d £ fc«fc 0 , 

(S) - 1 - ^ f-;P- 3 - (3, 4->f l/>i?t + i/7xx 
- I - [ 1 - 7 x-;l/- 2 - U - t° o I) .=.;!/) 
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b) (S) -l-**fr-3- (3, 4-yfl/>-m->7i^ 
;U) - 1 - [ l-7x-;l/-2- (l-b'n'J^V) xf 

5 (S) -l-/^J^-3- (3. 

^•/7i-il/) -1- [l-7x-^-2 - (l-h'o'Jv?- 

ft *:„ c © % 0 0ft^*as5a ffafctaftrtttT*© £ * D -e 
io mmwi* 

mmmi3tmm\zmm\sx.is) - 1 - (5->r>^-;i/) -3 

-t^jis- 3 - [ 1 -7 x-;u- 2 - (l-h'n'j^) 

15 f-*ss* • &it&£ftfc 0 ciofeooft^flia^aLCFaft^tttttt' 

JIM 1 5 

^mi 3Kia«©-r v /f-^^7 3, 4-^fi/>^+ 

20 DfeWl 3i|SIii:jl!tIbt (S) -l-^;l/-3- (2-^7^ 

- 1 - [ l - 7 x-;i/- 2 - ( l - tf.n 'j ^-/w) 
^S^^^fco c © t> ©©ft^SJtSROfa^ttttttttT^oa 

mmm 1 e 

25 HJfe^Jl 3KE«0-f Vf-*->T>K 3, 4-/?l/>?** 

^tiijs^ i 3 tmmztmhx (s) -i-^^^-s- u- 

^ fi!/7x-iW -1- [1 -7x-iV- 2 - (l-bTP'J^-;U) 
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mmm 1 7 

mmm 1 3 \zmm<o^ v?*i/7>m 3, 
5 ^xmmm 1 3 iisutic&gbT cs> - 1 3 - (3 - 

f-;U7x-;l/) -1- [l-7x-;l/-2- (l-h'D'Ji?-;!/) 
1 8 

10 mmm 1 3 ke*©^ v^^*>t>k 3. 4 -^i/ 
^xmmm 1 3 £ Kansas br (s> - 1 - (4 -x^7 X ^ 

^) - 3 -y f-yu- 3 - [1 -7i-;b- 2 - ( 1 - tfo U &=.)]/) 

15 *tttt«tliT*©a Dt*5 0 
ftlfcff 1 9 

*»«H 1 Vf"*->T^» • 3, 4-y f-l/i/*** 

ffi^TfUMJl 3 ilHjJifc&JIUT (S) - 1 -jt*A,~ l - [l 
20 -7z-;l/-2 - (1 -tfo V pi*) xf-*] -3- (4-7o 

cwt¥Wtt«mT5©a 

Hffiffl 2 0 

SSttflfl 3 ft|H«©-< Vf-tfS/T^K 3 t 4-^5 L U>^^*^ 

^T*ttfll 1 3 tRI*KftaUT (S) - 1 - (4 -7f^7i- 
71/) - 3 - ^ 3 - [ 1 - 7i-;l/- 2 - ( l - fcf o y V>—jv) 

?*m% • 7 1/^- >ii$ifc 0 c©^>©©-fb#^jtss 
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2 1 

$/7x-;l/©ff:t>0iw-r 7^**7 4 - s e c - ^^i 

^T*Jt«l SiBtlKASai/Tl - (4-sec-yf 
5 ^7x^-3-^^-3 - [ (1 S) -7 x-;U- 2 - (1- 

fcasRffaftWttttfcn^oa a 

Jgffift 2 2 

10 7x-;U©ftt)f)tw-f V?*i'7>Wt 3, 4-^ ^'>7x- 
^*ffl^T3Wfc«l 3 £B«IE&ai/T (S) - I - (3, 4-* 
n*^x-;l/) - 3-tf-)V- 3 - [1-7x^-2 - (1 

©fl#**afcffa<fc*ttttttttT*©a (3 -c * So 
15 HJfefflZS 

HSfeM i 3 iciaa© ^yft^ryi 3 , 4 - ^ * u y 
y? jL-ju<DRt>*nz<(v?*y7 yWt 3, 4, 5-bV*h* 

y7 *-}\/%m^xmmmi z tmmzmmbx cs) 

jv- l - [ l -7 x-;i/- 2 - (i-t"P'Ji?-;W x^/k] -3 

20 - (3, 4, 5- MM h^ri/7x-;l/) • &®&£*§rt:o 

nmm 2 4 

UMi 3KS«©-r vftJ'T^l 3. 4-^uy*** 
^x-^oftfcOK-f y***$'7 ym 3, 4--;^n7i- 
25 >u*»^-cjiifc«i 3tmm\zmmbx cs) -1- (s\ 4-2? 

.^D7x^} - 3 -/3-JV- 3 - [ 1 - 7 x-A<- 2 - (1 - 
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mmm2 5 

3 »CE«©<yf-*->7>K 3, 4-/9-U>?** 

^xmmmi 3 tmmizmmbx (s> - 1 - u-isryy *~ 

jl) - - [ 1 -y X.-JV- 2 - (1 - t°P y 

HSIfll 1 3 {CfBigcD-T Vl-*i/7>Wt 3. 4 - 
v^x-^OftfrOfc-f Vf'tfi'Ti'K 4-tert -71- fry 
10 x-/U£E^Tll«Jl 3 tWimmmb, (S) - l - (4-tert 
-yf;l/7x-^) - 3-/?J\s-3 - [l-7ii;l/-2 - (1 

HSfeM 2 7 

15 HSfeflJl 3 |C|g$g©>r V^^^T^K 3, 4-^l/>v>** 
^THJIfll 1 3 iiSiaiCMSl/, (S) -1- (5 -^>V7 5- 

40 - 3 - y ^/u- 3 - [1-7x^-2 - (l-tP'J^-;i/) 
HJ&ffl 2 8 

Hffeflj l 3 Kmmoj v?**/7ym 3, i-truyvt* 

i/y *-J\'<Dftt>r)K'( V?*i/7>m. 2, 3-«7tFo-5- 
^^/^-/l^E^TllMJl 3 tmmz&WL, (S) -1- 
25 (2, 3-^tFD-5-^^/77i;l/) -3-^;l/-3 - [1 
-7 x-;P- 2 - (1 - en »J xf;i/] . 

So 
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kmm 29 

^THJ60oi 3tmuK!&mb, cs) - 1 - (4-^^/75- 

- 3 3 - [1-7x^-2- ( 1 - h*o 'J 

HSfeM 3 0 

mt&Wl 3\zm&®<< Vf-t *>T>WL 3. t-t^lt^z?** 

10 xummi 3tmmzmmb t cs) -1- (2--7;M-u-;t/) 

- 3 - 3 - [ 1 - 7x-il/- 2 - ( 1 - fc'P U it-JV) X 

mmm 3 1 

15 (S) -N- (3, 4-^^n7i-/l') -N' - (l-7x 

MJif;V7; ^0. 8mlO-7^op^Vl 5ml» h U 
*X^y2 8 0mg*M, gST3lfSMI8£#l/fco IfCFMJ** 
y>2 7 Omg^j5n^mS-C2I^F^^b^^, KfeWLK 1 NTklfc 

1St^^7A^S*U MET 

;t/A/^;-;i/=5 0/i) -elSSIL/ (S) - 1 - (3, 4-s? 
?up7x-;W - 2 -^+y - 3 - (i-7xi;i/-2-^f 

(S) -1- (3, 4-«^DD7x-/V) -2-**V-8- 
(1 -7xi^-2-i?/f^7S ;xf;l/) /n'-zW Knb*>J $ 
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i?>0. 8 6 J -JUZ®MV?l"< >Wt2 5 4mg4ix. 

MULT (S) -1- (3, 4-^dd-7i-;P) -2-^*7 
- 3 - ( 1 -y 2 - ?S?-jU7 $ -f Kp 

tT »J $ *7 • 7 1/^ 7K&6 5 9mg^i/: 0 

HSfeflJ 3 2 

TklMfc^htf^A (60%) 0. 36g©N. N - V * 

A7; K8 5mlOiS«i:W, (S)-l-(3, 4-S?£ 
OP7x-;l/) - 3- [l-7i^-2 - ( 1 - h°D U V-jU) 

10 x^;l/] K*3. 4 6gON. N - z? j f-jl/ftjUAT z K3mlfg 
«*»TL5T.JKTT3 oaia«#bfcfc. 1, 3-i?yn^n 
'*>2. OOgON, N-^^;l/^;l/A7; (-'5m 1 i§S^3 0 
ftfrtfTiTFl/fco I1KT1. 5 tifffl&V 6 ltif®$L& 
hfzfc, *tiiT7k%4ti- h OVA (60%) 0. 3 6 g%num?L, 

15 SflCT5BIII»fl!lfc. K**m*K*^ ftSxf;l/T?i 

mutt*. tta6«a*-ca»u. **iMr^*5/*AT*:*i/fc. 

u^r h y?y 4 - {9 uufrfrA/ 1 9 J -jV = 2 4/1) 
fcT»«f*c:£fi:j:$ (S)-l-(3, 4-^nc 7 x- 
20 JU) -2-**V-3- [ 1 - 7x^1/- 2 - ( 1 - t°D U 

xf-;i>] /<-/\-f Kn eu $ $?7 0. 4 6 g£&Stfe&ft#j<!: UT 

(S) -1- (3, 4-v?*PD7x-/l/) - 2- ^-^7-3- 
[ 1 - 7 Ji—Jl- 2 - (1 - h'n 0 .=./!/) /s'-/n^ Kp 

25 b o 'j = *70. 4 6g$x^;-^5mli:^iU 77^0. 

(S) -1- (3, 4-v?^OP7x-;l/) -2-^*7-3- [1 
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-7xz;l/-2- (1 -fcfn ij xf/p] /<-/\^KntTU 

H»j 3 3 

5 Bffi&K 1 - (5 -<> , /7 7-;l/) - 2 -*^7 - 3 - 12-* 
^7-1-7x^-2- (1-h'D'J^t/) x^;l/] /n'-/W 

10 »«fc*2 0m I ftRxf^Tftffl l/^iWK'T*'* 

fcMIMif ^-'V+t ^SMl It 1 - (5-^^/7 
15 -2-**v-3- [l-7x-;i/-2 - (l-fo'J^ 

HJ6M3 4 

20 JlltW 3 S ICE«© 1 - (5-^>y*77^) -2-**V- 
3 - [2 -#*7 - I -7 x— 2 - (1 - fcTo «; 
/u] /<— Koh'U ^ s?y«Dfti>*)fc 1 - (4-^W7 7x;i/) 
- 2 -**7- 3 - [2-^*^7- 1 -7 x~;U- 2 - (I - £ P 

i; - ;p) xf;v] /<-/\<f Fo tf U 5 5? y*m^xnmm 3 3 <fc 
25 ntftCA9U -eo^7v;i/R"CMS-r5C<fcic«J:0 l - (4-K 
>>/7 7x;l/) -2-^-^7-3- [1 -7xx;i/-2- (1 - f 
n y Fn tf U 5 • 7"7;l^*g&#rt:o 
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(S) - N - (4--hD7x-;U) -N' - [1-7 x-;l/~ 
2- (1 - fa »J x^;l/] -1, 3 -T'nA' VS?7 $ V 6 . 

5 0 g&tf H 'JiW? VI 1. 60gCv?^nn^>65ml 
*«c*»Thy*xy>i. 9 1 g£Jn;i, 4 OftMftLiz'&n 
5 tfhy**y>l. 5 0 g%lBZ.£WZimfl!l9L#biZo RJ&mz 
&%l&iMfc%± V 'J 7 A7k&& 10 0ml fax., ? o o *;UA-C» 

h**5 7-f- (?od*W^;-;1/=4 9/1) ^T^Sj-T 
10 SCilctO, 1- (4--Fd7x-;W -2-**7-3- [1 
-7 2 - ( 1 - fcTp y xf;H /<-/N-f Hp try 

$«7>4. 8 5g$tfeS^i:ltifc, 1- (4-xhn7x 
•=./!/) - 2- ^-^V-3 - [l-7x-;l/-2- ( 1 — h° D U "7 — 
xf7l/] K p tf y * y l . 2 0g^x^;-;V2 0ml 

»6*ife*IS**i^y- < rt/-*^&||»a-r*Ci:lcJ:t) 1 - (4 

- — h n 7 xxyl/) - 2- ^-^7-3- [l-7x-;l/-2- (1 
-t'oy-7-;P) x^;i/] /n°-/n^ Knhf y * i?> • S/»$IMS0. 

20 *tttt«liTa<oi*t)T*«. 

mmm 3 6 

HSfe^3 5 (S) -N- ( 4 — — b u 7i-il/) - N' 

- [1 - 7 jl-JI- 2 - (1-h'p'J v?x;U) x^/l/) - 1 , 3 - 
7d/^>^7 5 >®Rt>*)K (S) -N- (4-xf;l/7i;;P) 

25 - N' — [1 -7x~;U- 2 - (l - tfn y - 1 , 

3-7P/OP7 3 y*ffl^T«tt«3 5 ^RttlCjaSU (S) 
-1- (4-xf;l/7ii;i/) -2-** 7 -3- [1-7 xx;U 

- 2 - ( 1 - fcf n U x^;l/] /n*-/n^ Kn tr y 5 • £/ 
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USSM 3 7 

HSSM3 5£E«® (S) -N- (4--ho7x-;U) -N' 

- [1 -7x^-2 - (1 -fn>; -l, 3- 
5 7'D/^i?7^0^f)i: (S) -N- (4-^f-;U7x-;l/) 

-N' - [1 -7i-^- 2 - (1 - h°n >; xf;l/] -1, 

3 -7"d/^^t $ **ji^ts«6W3 5 tnmKt&mb (S) - 

1- (4 - J jl-JIs) - 2 - **V - 3 - [1 -7x-;U- 

2 - (l-En'j xfyv] kd try $ • 

So 

X&ftSSKGlt® CS) - N - (4 h p 7 x-/IO - N' 

- [I -7x-;i/- 2 - (l - t£a »; s?-/W x.^;H -1,3- 

15 yn/<y?75 :/<Dftfr(Jfc (S) -N- (4 - f-/l/*/l/*-;U 
7x-;U) -N' - [1-7 x-;l/- 2 - (1-Ho'J •=:;!/) jl 
-l r 3 -^p/<ys>7§ >£B^TftS60!l3 5 tmftKfa 
SI/ (S) - l- (4 f*;i/x;i/*~;i/7 x-;p) -2-^-^v 
-3- CI -7x-/l/-2- (1 - f p !) x^;i/] 

20 "f Fn fcTU $ ?V • v'x* K^^Z-MQ^f^fco 

H»J3 9 

gffiftl 3 5 K&M<D (S) -N- (4--ho7x-;t/) - N' 

- [i-7x-;i^-2- ( i - t°n y -i, 3- 

25 -fw<>9T $ y<Dfrt>*)K (S) -N- (4 -/ 

^■^5/71^) -N' - [1 -7x-;t,-2- (l-tfPUS?- 
;V) xf;V] -1, 3 --?v/i>?T 5 >£ffl^TH!Sffl 3 5 tm 

-fRtz&SU (S) - l- (4-yf^x;v*x;i/t^'>7xx;i/) 
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- 2 - 3 - [ 1 -7i^- 2 - (l-h'D'J«^-;l/) x 

c © © © ft5**i655& tfg*b¥ to &ft » T£ © £ *? 9 -e * s o 

4 0 

MMffl 3 5 {C|H$g© (S) -N- (4--hn7x-;U) -N' 

5 - [ i - 7 x -;!/- 2 - ( i - t° o y - l , 3 - 

/p^>i?7;>0^Ol: (S) -N- [ 1 -7 x-;b- 2 - (1 
-fcfn»j*-;l/) if ^] -N' - (2, 3, 4-Ml7^/to7 
x-;l/) -1, 3 -yp/O^T 5 >*ffl^T^««3 5 
Mil, (S) - - [l-7*~;l/-2- ( 1 - £ 

10 d "J x^/l/] - 3- (2, 3, 4-hij7^tu7x-;l/ 

KPtfU ? ^7iMlfc, £©*>©©4b3Mfi£ 

HSfeflJ 4 1 

IUSW3 SfcEfl© (S) -N- (4 -x b D7 xx;lO -N' 
15 - [1 -7xx;u- 2 - ( 1 - h°P U ^x;P) if^/] - 1 3 - 
^^<77^©«t)0lt (S) -N- (4 -^f h*->#;l/**x 
;U7 xx;u) - N' - [l-7xx;l/-2- ( 1 - fc: n 'j 

&8U (S) -1- (4-^ b^i/*;l/7Kx;l/7xxyl/) - 2 - 
20 :**V-3- [ 1 -7i-;l/-2 - (l-enjl^iA/) xf/|/] 
/s--/n^ KntTU 5 • 7^;t/®8£if*: 0 C©t>©©fb¥l8it 

HSfeflJ 3 5 fcf5$&© (S) -N- (4-ihD7zi;l/) - N' 
25 - [l-7xx;U-2- (1 -h'n 'J xf;l/] - l, 3 - 

zfv>*yVT I y<DRfr*)\z (S) -N- (i-^-7^;i/) -N' 

- [ 1 - 7 xx;l/- 2 - ( 1 - t* n U it-jl) xf;l/] - 1 , 3 - 

7*o/^v?7; y^m^xmmms 5 ^hcaiu cs) -1 
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-i-yf-fi/) - 2 -**V - 3 - [l-7x— A/- 2- (1-fo 
Jt^>P] Knt'J $ v?>^^^e Z.<Dh®<Dit 

HBfeffl 4 3 

H»J3 5iCf2®<D (S) -N- (4 hP7x-^) -N' 
5 - [l-7i-;l'-2- (1 - fcfn ij 5?-;iO -1,3- 
-7w*>?T z>(DRt>t)\Z (S) -N- (3 h U7 x-;U) 
-N' - [1-7x^-2- (1-h'n'j *-;t>) xf;l/] -1, 

3-7*0/^^7 ^ y^m^xmmMs 5 iHiKiaib, cs) 

-1- (3 - — Fn7x^) - 2-**v- 3 - [1-7 
10 _ 2 - ( i - hf n U /<->w Fo £ !M v • 

mil 4 4 

mM3 5ir|B«© (S) -N- (4--hn7x-;i/) -N' 
15 - [1-7x^-2- (1 -fcfn U if^] -1.3- 

•fu/OPT 5 >©ftfc>?) (S) -N- (2-t7fM -N' 

- [ 1 - 7 x~^l/- 2 - ( 1 - t° n >; : J-JV) xf;l/] - 1 ; 3 - 
^u/<y?7§ >*fi^Tll«3 5 ^micASl/. (S) -1 

- (2 -^-7^;U) - 3 - [1-7 2- (1 
20 -Kn»;?-A0 x*;H Kp£!J 

mffl 4 5 

mtf3 5£eit® (S) — N - (4--hD7x^) -N' 

- [1 - 7 x.-)V- 2- ( 1 - h° P V i?-Jl>) x.?-A>l - 1 , 3 - 
25 $ >&Rt>*)K (S) -N— (4 - ? P P 7x-/l/) 

-N' - [l-7x-;l/-2- (1-bfD'J S>-;10 if^] -1. 
3 --fxtxvPT $ >*ffl^rm«3 5 £B«K:fc3b, (S) 

-1- ( 4 - ^ P P 7 -2-3t"*V-3- [1-7 x— ;u 
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- 2 - ( 1 - tfo y -7xwl/) x^;l/] /n--^ Kp fcf »j * V > • 7 
fSMJ 4 6 

MMMS 5 KfEiS© (S) -N- (4 h n7x~;l/) -N' 
5 - [l-7xi;l/-2- (1-toiJ^l/) xf;|/] -l, 3- 
7p'OS>75 >Oftt>*)\Z (S) -N- (3. 4-*7/I/;t-D7 
x-;l/) - N' - [1 - 7i-il/- 2 - ( 1 - f o 'J >7-/l/) xf 

U (S) -1- (3, 4 - S?7;l/*ci 7 x-;l/) -2-**y- 

10 3 - [I - 7 x-;b- 2 - (l-fn'J x^;i/] 
H»J 4 7 

HB60J3 5{C|BI?© (S) -N- (4--hD7x-;W) -N' 
15 - [ 1 -7 iX/l,- 2 - ( 1 - h°n y S?xwU) xf;V] - l , 3- 
?7 $>(Dftbt)K (S) - N — (3. 4-vM h*£/7 
x x;U) - N' - [1-7 x— 2 - ( 1 - fcfp y ;U) xf- 
;l>] -1. 3 -7 , d/n-^-77$ V^ffi^T^J(gM3 5 <h|iI^I=MS 
U (S) -1- (3, 4-i?n^ , >7*-^) - 2-t*V- 
20 3 - [ 1 -7 x-;P- 2 - ( 1 - tfo »J *7.=.;t/) x^;l/] /<-y>-f 
FntfU 5 • > z.VWt&tntZo Z<Ot>®<D 

mmm 4 8 

HSfeM3 5 KfSiEO (S) -N- (4--FD7xX/l/) - N' 
25 - [ 1 - 7 x-;u- 2 - ( 1 - hfn y x^;i/| - 1 , 3 - 

yn^>i?7;>0Rfcf)i: (S) -N- (4-7;l/tD7xx;l/) 
- N' - [1 -7 x-;b- 2 - (1 -fcfuy -;x;|/) x?-;l/] - 1, 

3 -7p^ i ^'77 $ >%%^TmwM3 5 i wim^mm u cs) 
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-1- (4-7WD7x-;l/) - 2 -**V - 3 - [l-7x- 
2 - (1 — tfn 'J V-W xf;t/] /n'-zW Knh''J^>- 

MMffl 4 9 

5 HJfefll 3 5 KIBifc© (S) - N- (4 h n 7 x-/l>) -N' 

- [1-7x^-2 - ( 1 - h°n y iS-Jl) -1, 3- 
7*n'<>"7T$ y®Rt>*)lZ (S) -N- (4-^ b**>7x-;l/) 

- N' - [1-7 x-;i/- 2 - (1 - k'n y -Jt^yU] - 
1. 3 -7"n/^y7; V^ffll^M3 5 iSiCjUIU (S) 

10 - 1 - (4 K^7x-;l/) - 2 -**7 - 3 - [ 1 -7 x- 
2 - (I - t'n'J /<-<^-f Kn tfU 5 • 

5 0 

15 USSfll 3 5 fcfESfc© (S) - N— (4--ho7x-^) -N' 

- Ci - 7 x^;i/- 2 - ( l - 1° o U i?-;t/) - l . 3 - 

yo/^'77iy<D^5K (S) -N- (4-3 - K7x-;1/) 
-N' - [l -7x-;i/- 2 - (l-fo'J 7^;U) - 1 , 

S-7v'*>?Ti y*ffi^THS6M3 5 ^ftftRfeaU (S) 
20 - 1 - (4-3 - K7x-;W -2-**V-3- [ 1 - 7 x-;i/ 

- 2 - ( i - if p »; ?.=.ao xf;i/] kp e y 5 > • 7 

HSfe0J 5 1 

25 H»J 3 5 KIB«<© (S) -N- (4--ho7x-;W -N' 

- [i -7x-/i/-2- (1 - tf p u *7-/u) xfyi'] -1. 3- 
-fu'tyVT iy<oRt>*)\z (s) — n — (4-yfW7x- 
;v) -N' - [ 1 -7 x-;u- 2 - (l - t'n y i^/i/] 
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(S) -1- (4-^;bf*7x^) -2-**y-3- [1 

- 7 *-JU- 2 - ( 1 - fcfn y S?-;l/) ^'-A/f (.'ot'ij 
S v> • «>x7&ig • -A/fnfc*»fc. cofcoo-fb^Mffii 

5 nnw 52 

HSS0J3 5fcf5«© (S) -N- (4-ihD7x-;P) -N' 

- [1 -7x-/l/-2- (1 - fcfp »J i?-)},) x^;l/] - l, 3 - 
_:/n'<>$>7 5 5/«Dffch0lC (S) -N- (4-7x-;I/7x-;l/) 

-N' - [l -7x-^- 2 - (i -troy s^u) - l, 

10 3-7D/^v?7; >*JB^T*lfcfl|8 5&H$£*19U (S) 
-2-^-^7-1- (4 -7x-;P7x-;l/) - 3- [l-7x- 
J]/- 2 - ( 1 - hf n U xf;v] /n'-/n^ Ka fcf U $ • 

->x7i?m^^A:c ^©^©©^iijftaatFa^wttttttT* 

15 H«g0| 5 3 

mums 5 iciEiso (s) - n - u - .=. b 07 x-;io - n' 

- C 1 -7 x-;l/- 2 - (1 - fcfn »; xf;V] - 1 , 3 - 
T'D/O^TS >Oft*>»)K (S) -N- [1 -7x-;l/- 2 - (1 

- fcf o U •=.;!,) xf;|/] -N' (4- h iJ7;^o>f;l/7x 
20 -;l/)-l, 3-7ns*>V7$>Z%^TnMm3 5tmmz!ai 

lb, (S) -2-^ + 7-1- [l-7x~;l/-2- ( 1 - f n 

yjcju) xf;i/] - 3- (4-hi;7;vtoyf;V7xx;i/) /<- 

25 5 4 

HJS0J3 5 KiBig© (S) - N - (4 hD7 x-;l/) -N' 

- [1 - 7 x-;U- 2 - (1 - tfn U v^-;U) xf;P] - l , 3 - 
•7v/i>*JT S ><Dttt><0 K (S) -N- (3. 4-<7>f;l/7i 



WO 93/03011 



50 



PCT/JP92/00993 



— N' - [I - 7i-^- 2 - (.1 - bfn 'J ?-JV) -X-^/I/] 

-i, 3 - ^n'/<y?7$ >z%^xm&m3 5tmmzmm\s. 

(S) -1- (3, - 2 -;f*7- 3 - [1 

-7x^-2- (i - t?o »; /<-/w Ko try 

5 tt«T^©£#9-e&£o 

HSSM5 5 

gffiffllS 5&Ett® (S) -N- (4--ho7x-;W -N' 

- [ 1 -7x-iK 2 - ( 1 - tfn 'j it-fr) xf;t/] -1.3- 
yo/O^T^^tli: (S) -N- (3, A-tf-X/y?* 

10 ^>>7x-il/) -N' - [ 1 -7x-il/- 2 - (1 - tfn !> ^-/l/) 
-l, 3 -7*n^y^T $ >£ffl^-cmfefll 3 5 tmWz 
t&mb, (S) -1- (3. 4->fl/yWi'7xi;l') -2 

-^v- 3 - [ i -7 x-;u- 2 - (l -troUi?-;!/) if;i/] 

15 ft&ftfcT^© So 
HSSM5 6 

llfifefll 3 5 fcf&*U> (S) — N - (4-- hD7x-;l/) -N' 

- [1-7x^-2 - (l -tfPU xf;i/] - I. 3- 

^0/^j?7$^^!)i: (S) -N- (4-7*D*7xi;l/) 
20 -N' - [1 -7x^/1/- 2 - (1 - tTn »; xf;i/] -1, 

3-7*n^>^7 $ y^ffl^TH!fgM3 5 tmmz&Mis, (S) 
-1- (4 -7*o€7x-^) -2-**V-3- [ 1 - 7x^ 
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